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Amendments to the Claims : 

The following claims will replace all prior versions of The claims in this application 
(in The unlikely event that no claims follow herein, the previously pending claims will 
remain): 



1-25. (Cancelled). 

J&. (Previously presented) An arylbenzazole compound represented by the structural 
formula 1 below, or a pharmaceutic ally acceptable salt thereof, 



CD 



wherein 

X represents S or O; 

R 1 independently represents fluoro, iodo or tnmethylun; 

R 2 represents hydrogen, N0 2 , N 3 , halogen, alkyl, a halo substituted or hydroxy substituted 
alkyl, CN or CF 3 ; 

R 3 represents hydrogen, halogen, alkyl, or a halo substituted or hydroxy substituted alk>U 
R 4 independently represents alkyl, a halo substituted or hydroxy substituted alkyl, hydroxyl, 
alkoxy or aralkoxy; 

R 5 and R 6 each independently represent hydrogen, an amino acid, an alkyl, or a group 

— C = Y 

i 

R 7 

wherein Y represents O or S, and R 7 represents alkyl or -CH(R*)NH 2 where R & represents 
hydrogen, or an optionally substituted alkyl; 
Q represents a direct bond, -CH2- or -CH=*CH-; 
p represents 2ero, 1 or 2; and 
n represents zero, 1, 2 or 3; 
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subject to the following provisos: 

(a) alkyl or substituted alky] groups include linear, branched or cyclic structurv:s 
but when present as linear or branched structures in the compound or as a 
moiety in another group such as aikoxy they are composed of less then ten 
carbon atoms; 

(b) p represents zero or I when n represents 3; 

(c) when n represents zero, at least one of R 5 or R* represents -C(Y)-Cfi(R s )lS;H2; 

(d) when a group is optionally substituted, unless otherwise specified, the 
substituent is selected from one or more of rhc following: * halogen, OH, SH, 
NH 2 ,COOHandCONH 3 . 

2ff. (Previously presented) An arylbenzazole compound of claim 26 with at least one; the 
following features: 

(a) alkyl groups when present as such or as a moiety in other groups such as 
aikoxy each contain less than six carbon atoms; 

(b) at least some alkyl groups when present as such or as a moiety in ether groups 
such as aikoxy are methyl or ethyl; or 

(c) halogen substirutents, when present, are selected from fluorine, iodine, 
bromine and chlorine. 

jj? -287 (Previously presented) An arylbenzazole compound of Claim 27 where the halogen 
substituent is fluorine. 

I 

^ JB\ (Currently amended) An arylbenzazole compound of Claim 29 28 wherein the 
com p ound inoorporatoo the said fluorine substituent is the isotope u f. 

J (Previously presented) An arylbenzazole compound of Claim 26 or 27 wherein R l is 

fluorine. 

/ 

K p 2%*- (previously presented) An arylbenzazole compound of claim 26 wherein R* is m the 
5 -position of the benzazole moiety. 
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^ ,32? (Previously presented) An arylbenzazole compound of claim 26 wherein R 2 is a 
subsnmteni in the 3' position of xhe phenyl group. 

* (Previously presented) An arylbenzazole compound of claim 26 wherein X is 

sulphur. 

£\ >4. (Previously presented) An arylbenzazole compound of" claim 26 wherein one of U 5 
and R° is C(Y)-CH(R S )NH2 or a salt thereof, and the other is hydrogen. 

\0 

'35. (Previously presented) An arylbenza2ole compound of claim 26 wherein Y is O .ind 
R* is selected from hydrogen, -CH 3 , KCH 2 ) 4 NH 2 or -CH 2 OH- 

36. (Cancelled) 

37. (Cancelled) 

38. (Cancelled) 

\\ £9. (Previously presented) An arylbenzazole compound which is one of the following: 
4Fluoro-2-(4'-arnino-3 , -methylphenyl)benijouiiazole; 
6 Fluoro 2-(4'-amino-3 , -methy!phenyl)ben20thiazole; 

4 Fluoro-2-(4 T -aminophenyl)ben2othiazole; 
6-Fluoro-2-(4 , -aimnophenyI)benzothiazole; 

4.5- Difluoro-2"(4 , -artnno-3 t -methylphenyl)benzothiazole; 

4.6- Ditluoro-2-(4 , -ammo-3 , -methylphenyl)ben20Thiazole; 

5 .7- Di tluoro-2-(4'-aminO'3 '-raemylphenyl)benzathiazoie; 
T-Fluoro^-CT-amino-S'-methylphenyUbenzothiazole; 

5 5 6-Difluoro-2-(4'-ann*no-3 , -methylphenyl)btin20thia2:ole ; 
6 > 7-Difluoro-2-(4'-amino-3 , -meihylphenyl)benzothia2ole; 



12/19/03 FRI 17:54 [TX/RX NO 8577] ©007 



Dec-19-2003 1 7:58 From-PJ LLSBURY WINTHRP 



T-165 P. 008/014 F-m 



Application No. 10/060.018 
Amendment dated December 19. 2003 
Page 5 



S-Fluoro^^'-ammo-S'-merlxylpheiiy^benzothiazole; 
5-Fluoro-2-(4 , -aminophenyl)ben2othiazole; 

4- Fluoro^2-(4'-amino-3'-iodopheuyi)benzothia2ole; 

5- Fluoro-2-(4 , -amino-3 , -iodophenyl)beij20tliiazoIe; 

6- Fluoro-2-(4'-a«iiiJO-3 , -ioaopheiiyl)ben20thi^ale; 

4- FIuoro-2-(4'-aiiaiiio-3 , -chloropbenyl)benzothia2Qle; 

5- Fluoro-2-(4 , -ammO'3 , -chlorophenyl)beti20tbiazQle; 

6- Fluor,)-2-(4 , -amijio-3 , -chlorophenyl)benzothia2ole; 

4- Fluoro-2-(4'-aniino-3 , -brPinaphenyl)bca2:oTbjazoie; 
5 -Fluoro-2 -(^-ammo-S'-bromophenyOberjzothiazole; 
6-Fluoro-2"(4'-araino-3'-broniophenyl)ben20thiazole; 
2-(4"-Aminopherxyl)ben2otbia^ole alanyl amide hydrochloride salt; 
a-C^-Amino-S'-methyiphenyUbeiizothiazole alanyl amide hydrochloride salt; 
2-(4 , -Amino-3'-cmorophenyl)benzotbia2ole alanyl amide hydrochloride salt; 
2-(4 , -Amwophenyl)ber#othiazoie lysyl amide dihydrochloride salt; 
2-(4'-Amino-3 , -methylphenyl)benzothia2ole lysyl amide dihydrochloride salt; 
2-(4 , -Ammo-3'-chlorophenyl)ben2othiazoie lysyl amide dihydrochloride salt; 
2-(4 , -Amino-3'-methyiphenyl)ben2:othia2ole serine hydrochloride salt; 
6-Fluoro-2-(4'-amino-3'-methylphenyl)benzothiazole aianyl amide hydrochloride salt; 

5- Fluoro-2-(4'-amino-3 , "methylphenyl)benzothia2ole lysyl amide dihydrochloriue 
salt; 

a-Fluoro^-C^-amino-S'-methylphenyDbenzothiazole lysyl amide dihydrochlonce 
salt; 

5-Fluoro-2-(4'-amino-3 , -methylphenyl)benzothiazole alanyl amide hydrochloride salt; 
5-Fluoro-2-(4 , -amino-3 , -rneihylphenyl)benzothia2ole glycyl amide hydrochloride salt; 
5 -lQdo-2-(4 T ~armno-3 '-methylphenyDbenzothiazole; 
y-Iodo^-C^-amino-S'-methylphenyDbenzothiazole; 
5-Fluoro-2-(4 , -acetamido~3 , -methylphenyl)benzothiazole; 

5- Fluoro-2-(4'-araino-3'-cyanophenyl}benzothia2ole; 
4-Fluoro-2-(4'-amino-3 , -cyanoph«myl)benzothiazole; 

6- Fluoro-2-(4 , -amino-3 , -cyanophenyl)benzothia2ole; 
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5-Fluoro-2-(4'-amino-3 , -(hydroxymeThyl)pheriyi)berjzothia2Q]e; 
5,6-Difluoro-2-(4'-amiiio-3'-raeihylpUenyl)benzothi3zole alanyl amide hydrochloride 
salt; 

S^'Difluoro-l-C^'-aminO'S-methylphenyObenzoThiazoie lysyl amide dihydrochloade 
salt; and 

5-Trimethylstannyl-2-(4 , -amino-3''methylphenyl)benzotluazole. 



«40. (Previously presented) An arylberi2azole compound of claim 26 for use in therap y as 
an active therapeutic substance wherein said arylbenzazoie compound is an acid addition sali 
derived from an acid selected from the group consisting of: hydrochloric, hydrobromic, 
sulphuric, nitric, phosphoric, maleic, salicylic, p-toluenesulphonic, tartaric, citric, iactobionic, 
formic, malonic, pantothenic, succinic, naphthalene-2-sulphonic 7 benzenes ulphonic, 
methanesulphonic and etbanesulpbonic. 

3 

M. (Previously presented) A isotopically labelled arylbenzazole compound selected from 
the group consisting of 5- 18 Fluoro-2-(4 1 -amino-3 , "methylphenyl)benzothiazoie and 6- 
1 8 Fluoro-2-(4 ' -amino-3 f -methylphenyl)ben2othiazole. 



A?- (Currently amended) A pharmaceutical formulaiion for medical us o comprising a 
compound of claim 26 and a pharmaceutically acceptable carrier. 



(Currently amended ) A medical preparation comprising: a therapeutically effective 
nan - toxic amount of a compound of claim 26 and a pharmaceutically inert excipient. 



#4: (Previously presented) A unit dosage of a pharmaceutical preparation as an 
antitumour agent in treating mammals comprising a therapeutically-effective non-toxic 
amount of a compound of claim 26. 



to (Previously presented) A method of reducing or inhibiting cancer cell growth in a 
mammal comprising administering to said mammal an effective amount of an pharmaceutical 
formulation according to claim 42, 
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46. (Cancelled) 

47. (Cancelled) 

I % ^S. (New) An arylbenzazole compound of Claim 26 or 27 wherein p - Q, R 5 and R 6 
represent a hydrogen atom, R 3 represents a hydrogen atom, X represents a sulfur atom, and 
R 2 is selected from 3tMe ; 3*-Bt, 3*-Bi) 3>-Cl, 3 4 ~CN, or 3^F. 

> J* ,49" (New) An arylbenzazole compound of Claim 26 or 27 wherein p - 0, R 5 and R 6 

represent a hydrogen atom, R 3 represents a hydrogen atom, X represents an oxygen atom, and 
R 2 represents 3'-l. 

Q' ^0' (New ) An arylbenzazole compound of Claim 26 or 27 wherein p - 0, R 5 and R 6 

represent a hydrogen atom, R 3 represents 5'-Cl or 5' -Me, X represents an sulfur atom, and R 2 
represents 3 5 -CI. 

• y. \.S 1. (New) An arylbenzazole compound of Claim 26 or 27 wherein p = 0, R 5 and R 6 

represent a hydrogen atom, R 3 represents 5'- Br, X represents an sulfur atom, and R 2 
represents 3'-Cl. 

V " 

* yj5i%. (New) An arylbenzazole compound of Claim 26 or 27 wherein p - 0, X represents a 

sulfur atom, wherein R 3 , R 5 and R 6 each represent a hydrogen atom, Q represents a direct 
bond, n represents 1, R l represents 4-F, and R 2 is selected from 3-CH3, a hydrogen atom, 
3-Ct, or 3-3r. 

(New) An arylbenzazole compound of Claim 26 or 27 wherein p - 0, X represeats a 
sulfur atom, wherein R\ R 3 and R 6 each represent a hydrogen atom, Q represents a direct 
bond, n represents 1, R l represents 6-F, and R 2 is selected from 3-CH^ a hydrogen atom, 3-1, 
3-C1, or 3-Br. 
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& (New) An arylbenzazole compound of Claim 26 or 27 wherein p =- 0, X represent.-: a 

' sulfur atom, wherein R 3 , R 5 and R 6 each represent a hydrogen atom, Q represents a direct 

bond, n represents \, R l represents 5-F, and R 2 is selected from 3-CH3, a hydrogen atom, 5-1, 
3-Cl,or3-Br. 

1 (New) An arylbenzazole compound of Claim 26 or 27 whereat p = 0, X represenis a 

sulfur atom, wherein R\ R 5 and R 6 each represent a hydrogen atom, Q represents a direct 
bond, n represents 1, R l represents 7-F, and R 2 represents 3-CH3- 



7% 



-A 



(New) An arylben2a2ole compound of Claim 26 or 27 wherein p 0, X represents a 
sulfur atom, wherein R 3 3 R 3 and R 6 each represent a hydrogen atom, Q represents a direci 
bond, n represents 2, R 2 represents 3-CHs, and R 1 represents a 4,5-diF, 4,6-diF, 5-7-diF, or 
6,7-diF 

! >?r (New) An arylben2azole compound of Claim 26 or 27 wherein p = 0, X represents S, 
Q represents a direct bond, one of R 3 and R 6 represents a hydrogen atom and the other 
represents -C(0)CH(R 8 )NH 2 , & 3 represents a hydrogen atom, n represents 0, R 2 represents a 
hydrogen atom and R 8 represents a group selected from -CH3 or-(CH2)4NH 2 . 

•'J^JrS. (New) An arylbenzazole compound of Claim 26 or 27 wherein p =* 0, X represents S, 
Q represents a direct bond, one of R 3 and R° represents a hydrogen atom and the other 
represents -C(0)CH(R 8 )NH 2 , R 3 represents a hydrogen atom, n represents 0, R 2 represents 
3-CHs and R* represents a group selected from -CH3, -CCH2)4NH 2 , or CH 2 OH. 

'}<^&- (New) An arylbenzazole compound of Claim 26 or 27 wherein p 0, X represeats S, 
Q represents a direct bond, one of R 5 and R 6 represents a hydrogen atom and the other 
represents -C(Q)CH(R S )NK2, R 3 represents a hydrogen aiom, n represents 0, R 2 represenis 3- 
Cl and R* represents a group selected from -CH3 or-lCFh^N^- 
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^9 J>tf (New) An arylbenzazole compound of Claim 26 or 27 wherein p — Q 7 X represent* S, 

Q represents a direct bond, one of R 5 and R 6 represents a hydrogen atom and The other 
represents -C(0)CH(R*)NH2» R 3 represents a hydrogen atom, n represents 1, R 2 represent* 
3-CH3, R 1 represents 5-F, and R* represents a group selected from-CH3, -CCH 2 ) 4 NH 2 , o. a 
hydrogen atom. 

% / ^ 61 . (New) An arylbenzazole compound of Claim 26 or 27 wherein p ~ 0, X represems S, 
Q represents a direct bond, one of R 3 and R* represents a hydrogen atom and the other 
represents -C(0)CH(R*)NH 2 , R 3 represents a hydrogen atom, n represents 1 } R 2 represent 
3-CH3, R 1 represents 6-F, and R 8 represents a group selected from -CH 3 , -{CH^NHz, or a 
hydrogen atom. 

IpfJff. (New) An arylbenzazoje compound represented by the structural formula II below, or 
a pharmaceutical^ acceptable salt thereof 



wherein 

X represents S or O; 

R l independently represents fluoro, iodo or trimethyltin; 

R 2 represents hydrogen, N0 2j N3, halogen, alkyl, a halo substituted or hydroxy substituied 
alkyl, CN or CF 3 ; 

R 3 represents hydrogen, halogen, alkyl, or a halo substituted or hydroxy substituted alkvl; 
R* mdependently represents alkyl, a halo substituted or hydroxy substituted alkyl, hydroxy! , 
alkoxy or aralkoxy; 

R 5 represents hydrogen, an ammo acid, an alkyl, or a group 
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— C = Y 

I 

R 7 

wherein Y represents O or S, and R 7 represents alkyl or -CH(R 8 )NH2 where R s represents 
hydrogen, or an optionally substituted alkyl; 
Q represents a direct bond, -CH 2 - or -CH=CHs 
p represents zero, 1 or 2; and 
n represents zero, 1, 2 or 3; 

subject to the following provisos: 

(a) alkyl or substituted alkyl groups include linear, branched or cyclic strocnves 
but when present as linear or branched structures in the compound or as a 
moiety in another group such as alkoxy they are composed of less then ten 
carbon atoms; 

(b) p represents zero or 1 when n represents 3; 

(c) when a group is optionally substituted, unless otherwise specified, the 
subsrituent is selected from one or more of the following: a halogen, OH SH, 
NH 2 , COOH and CONH 2 , 

*s63. A method of preparing the compound of claim 62 comprising reacting a compound of 
formula III below 




with a BOC-protected amino acid, followed by hydrochloric acid. 
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